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CLAIMS 



1 . A compound of the general formula (I): 




wherein 

R\ R 2 , R 3 and R 4 independently are hydrogen, halogen, -CN, -CF 3 , -N0 2) -OR 5 , lower alkyl, 
10 -SR 5 , -S(0) 2 NR 5 R 6 , -S(0)NR 5 R 6 , -S(0) 2 lf , -S(0)R 5 , -C(0)NR 5 R 6 , -CH 2 OR 5 , -CH 2 NR 5 R 6 
-NR 5 R 6 , -C(0)R 5 or -C(0)OR 5 , 

wherein R 5 and R 6 independently are hydrogen, lower alkyl, lower alkenyl, lower alkynyl, cy- 
cloalkyl, cycloalkenyl, aryl, heterocyclyl, heter^aryl, cycloalkyl-lower alkyl, cycloalkyl-lower 
15 alkenyl, cycloalkyl-lower alkynyl, cycloalkenyl-lovver alkyl, cycloalkenyl-lower alkenyl, cy- 
cloalkenyl-lower alkynyl, aryl-lower alkyl, aryl-lower alkenyl, aryl-lower alkynyl, heterocyclyl- 
lower alkyl, heterocyclyl-lower alkenyl, heterocyclyl-lower alkynyl, heteroaryl-lower alkyl, het- 
eroaryl-lower alkenyl or heteroaryl-lower alkynyl, or R 5 and R 6 together with the nitrogen 
atom to which they are bound form a 3 to 8 membered^heterocyclic ring optionally containing 
20 one or more further heteroatoms selected from nitrogen, oxygen and sulfur and optionally 
containing one or more double bonds, \^ 

in which the cycloalkyl, cycloalkenyl, heterocyclyl, aryl^and heteroaryl rings may option- 
ally be substituted with one or more substituents independently selected from halogen, 
lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2 , -CN, -(^(O)OH, -O-lower alkyl, 
25 -C(0)OCH 3 , -C(0)NH 2 , -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2 , -©H 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2 , 

-CF 3 and -OCF 3 , 

one of X and V is =N-, and the other is =CD- or =N-, 

30 wherein D is hydrogen, halogen, -CN, -CF 3 , -N0 2 , -OR 7 , -NR 7 R 8 , lower alkyl, aryl, 
-C(0)NR 7 R 8 , -CH 2 OR 7 , -CH 2 NR 7 R 8 or -C(0)OR 7 , \^ 
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wherein R 7 and R 8 independently are hydrogen, lower alkyl, lower alkenyl, lower alkynyl, cy- 
cloalkyl, cycloalkenyl, aryl, heterocyclyl, heteroaryl, cycloalkyl-lower alkyl, cycloalkyl-lower 
alkenyl, cycloalkyl-lower alkynyl, cycloalkenyl-lower alkyl, cycloalkenyl-lower alkenyl, cy- 
cloalkenyl-lower alKynyl, aryl-lower alkyl, aryl-lower alkenyl, aryl-lower alkynyl, heterocyclyl- 
lower alkyl, heterocyblyl-lower alkenyl, heterocyclyl-lower alkynyl, heteroaryl-lower alkyl, het- 
eroaryl-lower alkenyl oK heteroaryl-lower alkynyl, or R 7 and R 8 together with the nitrogen 
atom to which they are bound form a 3 to 8 membered heterocyclic ring optionally containing 
one or more further heter^atoms selected from nitrogen, oxygen and sulfur and optionally 
containing one or more double bonds, 

in which the cycloalkyl, cycloalkenyl, heterocyclyl, aryl and heteroaryl rings may option- 
ally be substituted with one or more substituents independently selected from halogen, 
lower alkyl, lower alkanoyl,^>H, -CH 2 OH, -N0 2 , -CN, -C(0)OH, -O-lower alkyl, 
-C(0)OCH 3 , -C(0)NH 2 , -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2) -CH 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2f 
-CF 3 and -OCF 3 , 

L and M independently are a valence bond, -(CH 2 ) m S(CH 2 ) n -, -(CH 2 ) m O(CH 2 ) n -, 
-(CH 2 ) m S(0)(CH 2 ) n -, -(CH 2 ) m S(0) 2 (CH 2 )^^ -(CH 2 ) m C^C(CH 2 ) n -, 
-(CH 2 ) m CHR 9 (CH 2 ) n -, -(CH 2 ) m NR 9 (CH 2 ) n -, -(GH 2 ) m C(0)NR 9 (CH 2 ) n -, -(CH 2 ) m C(0)0(CH 2 ) n -, 
-S(CH 2 ) m C(0)0(CH 2 ) n -, -S(0) 2 (CH 2 ) m C(0)0(CH 2 ) n -, -S(0) 2 (CH 2 ) m C(0)(CH 2 ) n -, 
-S(0) 2 NR 9 (CH 2 ) m C(0)0(CH 2 ) n -, -S(CH 2 ) m C(0)NR 9 (CH 2 ) n -, -(CH 2 ) m OC(0)(CH 2 ) n -, 
■(CH 2 ) m C(0)(CH 2 ) n -, -(CH 2 ) m C(NOR 9 )(CH 2 ) n -, -(GH 2 ) m NR 9 S(0) 2 (CH 2 ) n -, 
-(CH 2 ) m S(0) 2 NR 9 (CH 2 ) n -, -(CH 2 ) m CHOR 9 (CH 2 ) n -, -(CH 2 ) m P(0)(OR 9 )0(CH 2 ) n -, 
-S(0) 2 (CH 2 ) m CONR 9 (CH 2 ) n -, -SCO^CH.LOCCOJNR^CH.^OJOCCH,),-, -NR 9 0(CH 2 ) n -, 
-NR 9 NR 9a C(0)NR 9b (CH 2 ) n -, -NR 9 (CH 2 ) m NR 9a C(0)(CH\) n - or -NR 9 (CR 9c R 9d ) n -, 

wherein R 9 , R 9a and R 9b independently are hydrogen, low^er alkyl, lower alkenyl, lower al- 
kynyl, cycloalkyl, cycloalkenyl, aryl, heterocyclyl, heteroaryl, cycloalkyl-lower alkyl, cycloalkyl- 
lower alkenyl, cycloalkyl-lower alkynyl, cycloalkenyl-lower alkyl, cycloalkenyl-lower alkenyl, 
cycloalkenyl-lower alkynyl, aryl-lower alkyl, aryl-lower alkenyl, aryl-lower alkynyl, heterocy- 
clyl-lower alkyl, heterocyclyl-lower alkenyl, heterocyclyl-loweralkynyl, heteroaryl-lower alkyl, 
heteroaryl-lower alkenyl or heteroaryl-lower alkynyl, \ 

in which the cycloalkyl, cycloalkenyl, heterocyclyl, aryl and heteroaryl rings may option- 
ally be substituted with one or more substituents independently selected from halogen, 
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lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2> -CN, -C(0)OH, -O-lower alkyl, 
-C(0)OCH 3 , -C(0)NH 2 , -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2 , -CH 2 N(CH 3 ) 2 , -SO z NH 2 , -OCHF 2 , 
-CF 3 anci^OCF3, 



5 R 9c and R 9d independently are hydrogen or lower alkyl, 



i 



10 



15 



20 



m, n and r independently are 0, 1 , 2, 3 or 4, 



A and B independently are hydrogen, halogen, -CF 3 , -CF 2 CF 3 , -CN, -N0 2 , lower alkyl, lower 

alkenyl, lower alkynyl, cycloalkyl, hydroxy, 

in which the cycloalkyl ring may^ptionally be substituted with one or more substituents 
independently selected from halogen, lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2 , 
-CN, -C(0)OH, -O-lower alkyl, -C(<^)OCH 3 , -C(0)NH 2 , -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2 , 
-CH 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2 , -CF^and -OCF 3 , 



or A and B independently are 





G-(CH 2 ) p 



■h 






"N 1 




wherein 



p is 1, 2 or 3, 
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10 



.X' is -N= or -CR 14 = 
Y' isVN= or -CR 1S =, 
5 Z' is -lAor -CR 16 =, 
V is -N= orVCR 17 =, 
W is -N= or -Ck 18 =, 
G is -CR 18a R 18b -, -N + 0 -, -NR 19 -, -O- or -S-, 
K is -CR 18c R 18d -, -NR*\\)- or -S-, 

\ 

15 R 10 , R 11 , R 12 , R 13 , R 14 , R 15 , R 1 l R 17 , R 18 , R 18a , R 18b , R 18c and R 18d independently are hydrogen, 
halogen, -CN, -CF 3 , -OCF 3 , -OkH 2 CF 3 , -OCF 2 CHF 2 , -N0 2 , -OR 21 , -NR 21 R 22 , lower alkyl, lower 
alkenyl, lower alkynyl, cycloalkyl\;ycloalkenyl, aryl, heterocyclyl, heteroaryl, cycloalkyl-lower 
alkyl, cycloalkyl-lower alkenyl, cycloalkyl-lower alkynyl, cycloalkenyl-lower alkyl, cycloalkenyl- 
lower alkenyl, cycloalkenyl-lower alkynyl, aryl-lower alkyl, aryl-lower alkenyl, aryl-lower al- 
20 kynyl, heterocyclyl-lower alkyl, heterocyelyl-lower alkenyl, heterocyclyl-lower alkynyl, het- 

eroaryl-lower alkyl, heteroaryl-lower alkenyl or heteroaryl-lower alkynyl, -SCF 3 , -SR 21 , -CHF 2 , 
-OCHF 2 , -OS(0) 2 CF 3 , -OS(0) 2 R 21 , -NR 21 S(^) 2 R 22 , -S(0) 2 NR 21 R 22 , -S(0)NR 21 R 22 , -S(0) 2 R 21 , 
-S(0)R 21 , -CH 2 C(0)NR 21 R 22 , -OCH^COJNR 21 ^ -CH 2 OR 21 , -CH 2 NR 21 R 22 ( -OC(0)R 21 , 
-S(0) 2 NR 21 (CH) s C(0)OR 22 , -C(0)NR 21 (CH) s C(0)G(R 22 or -C(0)NR 21 R 22 where R 12 and R 13 
25 furthermore independently may represent oxo, or tvra of the groups R 10 to R 18d when defined 
in the same ring together may form a bridge -0(CH 2 )qO- or -CH 2 0(CH 2 ) q O-, 

in which the cycloalkyl, cycloalkenyl, heterocyclyl, aryl and heteroaryl rings may option- 
ally be substituted with one or more substituents independently selected from halogen, 
lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2 , -CN, -G x (0)OH, -O-lower alkyl, 
30 -C(0)OCH 3 , -C(0)NH 2l -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2 , -CH 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2 , 

-CF 3 and -OCF 3 , 

wherein R 21 and R 22 independently are hydrogen, lower alkyl, lower alkenyl, lower alkynyl, 
cycloalkyl, cycloalkenyl, aryl, heterocyclyl, heteroaryl, cycloalkyl-loweralkyl, cycloalkyl-lower 
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alkenyl\ycloalkyl-lower alkynyl, cycloalkenyl-lower alkyl, cycloalkenyl-lower alkenyl, cy- 
cloalkenyl-^wer alkynyl, aryl-lower alkyl, aryl-lower alkenyl, aryl-lower alkynyl, heterocyclyl- 
lower alkyl, heterocyclyl-lower alkenyl, heterocyclyl-lower alkynyl, heteroaryl-lower alkyl, het- 
eroaryl-lower alkenyl or heteroaryl-lower alkynyl, or R 21 and R 22 together with the nitrogen 
atom to which they^are bound form a 3 to 8 membered heterocyclic ring optionally containing 
one or more further heteroatoms selected from nitrogen, oxygen and sulfur and optionally 
containing one or more^double bonds, 

in which the cycloalkyl, cycloalkenyl, heterocyclyl, aryl and heteroaryl rings may option- 
ally be substituted with one or more substituents independently selected from halogen, 
lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2 , -CN, -C(0)OH, -O-lower alkyl, 
-C(0)OCH 3 , -C(0)NH 2 , -<^CH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2f -CH 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2 , 
-CF 3 and -OCF 3 , 

R 19 and R 20 independently are hydrogen, -OR 23 , -NR 23 R 24 , lower alkyl, lower alkenyl, lower 
alkynyl, cycloalkyl, cycloalkenyl, aryl, heterocyclyl, heteroaryl, cycloalkyl-lower alkyl, cycloal- 
kyl-lower alkenyl, cycloalkyl-lower alkynyl^cycloalkenyl-lower alkyl, cycloalkenyl-lower 
alkenyl, cycloalkenyl-lower alkynyl, aryl-lower alkyl, aryl-lower alkenyl, aryl-lower alkynyl, 
heterocyclyl-lower alkyl, heterocyclyl-lower alkenyl, heterocyclyl-lower alkynyl, heteroaryl- 
lower alkyl, heteroaryl-lower alkenyl or heteroaryl-lower alkynyl, -C(0)NR 23 R 24 or -C(0)OR 23 , 
in which the cycloalkyl, cycloalkenyl, heterocyclyl, aryl and heteroaryl rings may option- 
ally be substituted with one or more substituents independently selected from halogen, 
lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2 \ci\l, -C(0)OH, -O-lower alkyl, 
-C(0)OCH 3 , -C(0)NH 2) -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2 , -CH 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2 , 
-CF 3 and -OCF 3 , 



wherein R 23 and R 24 independently are hydrogen, lower alkyl, lower alkenyl, lower alkynyl, 
cycloalkyl, cycloalkenyl, aryl, heterocyclyl, heteroaryl, cycloalkyl-lower alkyl, cycloalkyl-lower 
alkenyl, cycloalkyl-lower alkynyl, cycloalkenyl-lower alkyl, cycloalkenyl-lower alkenyl, cy- 
cloalkenyl-lower alkynyl, aryl-lower alkyl, aryl-lower alkenyl, aryPlower alkynyl, heterocyclyl- 
lower alkyl, heterocyclyl-lower alkenyl, heterocyclyl-lower alkynyl, heteroaryl-lower alkyl, het- 
eroaryl-lower alkenyl or heteroaryl-lower alkynyl, or R 23 and R 24 together with the nitrogen 
atom to which they are bound form a 3 to 8 membered heterocyclic ring optionally containing 
one or more further heteroatoms selected from nitrogen, oxygen and sulfur and optionally 
containing one or more double bonds, 
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in which the cycloalkyl, cycloalkenyl, heterocyclyl, aryl and heteroaryl rings may option- 
ally be substituted with one or more substituents independently selected from halogen, 
lower^alkyl, lower alkanoyl, -OH, -CH 2 OH, -NO z , -CN, -C(0)OH, -O-lower alkyl, 
-C(0)OC^3, -C(0)NH 2 , -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2 , -CH 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2 , 
-CF 3 and -QCF 3 , 



j q is 1,2 or 3, 



s is 0, 1, 2 or 3, 



10 



or 



A and B may be connected arid together form a C 2 _ 3 -alkylene radical, 
1 5 with the provisos that 

when L represents a group wherein n or r is 0, A is not halogen, -CN or -N0 2) and 



20 



when M represents a group wherein aor r is 0, B is not halogen, -CN or -N0 2 , 



as well as any optical or geometric isomer or tautomeric form thereof including mixtures of 



these or a pharmaceutical^ acceptable salt thereof 



2. A compound according to claim 1 of the general formula (II): 



25 



N M 



'A 
,B 



(II) 



wtereio-BV R z , RVRVU M, A a n d B ar -e-as^fifio ed in\c l a i m - 1 ^ 
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3. A compound according to claim 1 of the general formula (III): 




10 



15 

A 

20 



25 



-wheroin R 1 , R ? , R\ R 4 , L, M, A - a ad-B- a r e a s-d ef i ned in c l a i m J., 



4. A compound according to aoyoo o - of ft^ o prodd i ng c l o i mo , wherein R\ R 2 , R 3 and R 4 in- 
dependently are hydrogen, halogen, -CN,^F 3 , -N0 2 , lower alkyl, lower alkoxy, -S(0) 2 NR 5 R 6 , 
-S(0)NR 5 R 6 , -S(0) 2 R 5 , -C(0)NR 5 R 6 , -SR 5 , -C( x O)R 5 or -C(0)OR 5 , w*Hwei«-R 5 -af^^ 
-4 ef i nod -i r> cla i m A . 



5. A compound according to Claim 4, wherein R 1 , R 2 , R 3 and R 4 independently are hydrogen, 
halogen, -CN, -CF 3 , lower alkyl/l&ver alkoxy, -SR 5 , -S(0) 2 R 5 , -C(0)OR 5 , -C(0)R 5 , -N0 2 or 
-C(0)NR 5 R 6 , whereiaR 5 and R 6 are^s defined in claim 1 . 



6. A compound according to claim 4 erSr wherein R 5 and R 6 independently are hydrogen, 
phenyl or lower alkyl, wherein phen^lxOptionally is substituted with one or more substituents 
independently selected from halogen, lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2 , -CN, 
-C(0)OH, -O-lower alkyl, -C(0)OCH 3 , -C(0)Nt^, -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2 , -CH 2 N(CH 3 ) 2 , 
-S0 2 NH 2 , -OCHF 2 , -CF 3 and -OCF 3 . 



7. A compound according to clhim 5, wherein R 1 , R 2 , R 3 and R 4 independently are hydrogen, 
halogen, -CN, -CF 3 , -N0 2 , -C(0)pl^enyl, lower alkyl or lower alkoxy, wherein phenyl option- 
ally is substituted with one or more substituents independently selected from halogen, lower 
alkyl, lower alkanoyl, -OH, -CH 2 OH, -N©k -CN, -C(0)OH, -O-lower alkyl, -C(0)OCH 3 , 
-C(0)NH 2 , -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 \-CH 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2l -CF 3 and -OCF 3 



30 



8. A compound according to claim 7, wherein^ 1 , R 2 , R 3 and R 4 independently are hydrogen, 
halogen, -CF 3 , -N0 2 or -C(0)phenyl. 
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9. A compound according to anyone of the claims 4 to 8, wherein three of the groups R 1 to 
R 4 are hydrogen and one of them is different from hydrogen. 

10. A compound according to anyone of the claims 4 to 8, wherein two of the groups R 1 to 
5 are hydrogen and thesother two are different from hydrogen. 

1 1 . A compound accordingN^o claim 9 or 10, wherein R 1 and R 4 are both hydrogen. 

12. A compound according to dfl^Kri 9, wherein one of R 1 to R 4 is halogen. 

13. A compound according to claim 10>wherein R 2 and R 3 are both halogen. 

14. A compound according to claim 13, wherein R 2 and R 3 are both chloro. 
15 15. A compound according to claim 9, wherein R 3 is\N0 2 . 

16. A compound according to claim 10, wherein R 2 and R^are both -N0 2 . 



10 



17. A compound according to aayoRe of the prec e ding c l a i ms, - wherein L is a valence bond 
|20 -(CH 2 ) m S(CH 2 ) n -, -(CH 2 ) m S(b)(CH 2 ) n -, -(CH 2 ) m S(0) 2 (CH 2 ) n -, -(CH 2 ) m CHR 9 (CH 2 ) n -, 
-S(0) 2 (CH 2 ) m C(OW^ 

-SCOMCH^OCCOJNR^CH^CCOJOCCkl,),- or -S(0) 2 (CH 2 ) m CONR 9 (CH 2 ) n -, whorc i n m, fi^ 
-a nd R 9 ar e ac dof i nod i n - c l a i m 1 r 




25 18. A compound according tot claim 17, wherein L is a valence bond, -S-, -S(O)-, 
-S(0) 2 (CH 2 ) n -, -S(0) 2 (CH 2 ) 2 C(0^0(CH 2 ) n -, -S(0) 2 (CH 2 ) 2 C(0)(CH 2 ) n -, 
-S(0) 2 NH(CH 2 ) 2 C(0)0(CH 2 ) n -, -Sto) 2 (CH 2 ) 4 OC(0)NH(CH 2 ) 2 C(0)0- or 
-S(0) 2 (CH 2 ) 2 CONH(CH 2 ) n -, wherein\i is^as defined in claim 1. 

30 19. A compound according to claim 18, wherein L is a valence bond, -S-, -S(O)-, -S(0) 2 -, 
-S(0) 2 CH 2 -, -S(0) 2 (CH 2 ) 2 -, -S(0) 2 (CH 2 ) 2 C(0^0-, -S(0) 2 (CH 2 ) 2 C(0)(CH 2 ) 2 -, 
-S(0) 2 NH(CH 2 ) 2 C(0)0-, -S(0) 2 (CH 2 ) 4 OC(0)fild(CH 2 ) 2 C(0)0- or -S(0) 2 (CH 2 ) 2 CONH(CH 2 ) 2 - 

20. A compound according to c laim 19, wherein Ms -S(Q) 2 CH 2 - or -S(Q) 2 -. 
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21 . A compound a ccord i ng to a lwone of -t h e pr e c e d i ng cla i ms , wherein A is lower alkyl, halo- 
gen, -CF 3 , -OH, -N0 2 , cycloalkyl,^ ^ 

in which the cycloalkyl ring ma^optionally be substituted with one or more substituents 
independently selected from halogen, lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2 , 
-CN, -C(0)OH, -O-lower alkyl, -C(0)OGH 3 , -C(0)NH 2 , -OCH 2 C(0)NH 2) -NH 2 , -N(CH 3 ) 2 , 
-CH 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2 , -CF 3 anVoCF 3 , 

or A is 
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10 



15 



22. A compound according to claim 21, wherein A is lower alkyl, halogen, -CF 3 , -OH, cy- 
cloalkyl, 

in which the cycfoalkyl ring may optionally be substituted with one or more substituents 
independently selected from halogen, lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2 , 
-CN, -C(0)OH, -0-l\wer alkyl, -C(0)OCH 3 , -C(0)NH 2 , -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2) 
-CH 2 N(CH 3 ) 2 , -S0 2 NhL -OCHF 2 , -CF 3 and -OCF 3 , 



or A is 




wherein R 12 to R 19 are as defined in claim 1 . 

23. A compound according to claim 22, wherein R 12 \and R 13 independently are selected from 
hydrogen and lower alkyl, R 14 to R 18 independently arte selected from hydrogen, lower alkyl, 
-N0 2 , halogen, -S(0) 2 R 21 , -CONR 21 R 22 , -OCHF 2 , -S(0)W 21 (CH) s C(0)OR 22 , wherein s is 1 or 
2, R 21 and R 22 independently are hydrogen, lower alkyl 0( pyridyl, and R 19 is hydrogen, lower 
alkyl or phenyl. 



24. A compound according to claim 23, wherein A is lower a\kyl, halogen, -CF 3 , -OH, cy- 
20 cloalkyl, 



or A is 
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wherein R 14 is -S(0) 2 CH 3> -CONH 2 , -CONH-pyridyi, -OCHF 2 or-S(0) 2 NH(CH) 2 C(0)OCH 3 . 



25. A compound according to claim 24, wherein A is lower alkyl. 



26. A compound according to anyone oMho pr e ced i ng c l a i m s, wherein M is a valence bond, 
-(CH 2 ) m S(CH 2 ) n -, -(CH 2 ) m S(0) 2 (CH 2 ) n -, MCH 2 ) m NR 9 (CH 2 ) n -, -NR 9 (CR 9c R 9d ) n - 
-(CH 2 ) m C(0)0(CH 2 ) n -, -NR 9 0(CH 2 ) n -, -(CH^ m CH=CH(CH 2 ) n -, -NR 9 NR 9a C(0)NR 9b (CH 2 ) n -, -O- 
or -(CH 2 ) m CHR 9 (CH 2 ) n - wherein m, n , R\ R 9 a , R^ h , R qr diiJ R** 1 d i u an d efined i n c laims . 



27. A compound according to o|aim 26, wherein M is a valence bond, -C(0)0-, -CH=CH-, 
-N(CH 3 )-, -CH 2 S(0) 2 -, -NH-, -CH^CH;,-, -N(CH 3 )0-, NHOCH 2 -, -S-, -NHCH 2 CH 2 NHC(0)-, 
-NHC(CH 3 ) 2 -, -CH 2 S-, -NHCH 2 -, -n\cH 2 CH 2 -, -O- or -CH 2 -. 

28. A compound according to claim 2*7,'Wierein M is a valence bond, -C(0)0-, -CH=CH-, 
-N(CH 3 )-, -CH 2 S(0) 2 -, -NH-, -CH 2 CH 2 -, -N(pH 3 )0-, NHOCH 2 -, -S-, -NHCH 2 CH 2 NHC(0)- or 
-NHC(CH 3 ) 2 -. 



29. A compound according to claim 28, whereinTVI is a valence bond, -NH- or -N(CH 3 )-. 



30. A compound according to an y r inft nf thQ p rpl ~ pHin g Haimc wherein B is hydrogen, halo- 

~\ A 
gen, -CF 3 , -CF 2 CF 3 , lower alkyl. cycloalkyl, A 
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in which the cycloalkyl ringVnay optionally be substituted with one or more substituents 
independently selected from halogen, lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2 , 
-CN, -C(0)OH, -O-lower alkyl, -C(0)OCH 3 , -C(0)NH 2 , -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2 , 
-CH 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2 \-CF 3 and -OCF 3 , 



t 



or B is 



10 



15 



R R 

C2- . <^ 



\\ // N 
N-N 




R 11 



O o 

^ 12 

S M 




w h Q r ei n - R 1 - J -te-R 20 - a r e as d e f i npd i n r laitfHh- 






31. A compound according to claim 30, wherein B is hydrogen, -CF 3 , lower alkyl, cycloalkyl, 
in which the cycloalkyNmg may optionally be substituted with one or more substituents 
independently selected from halogen, lower alkyl, lower alkanoyl, -OH, -CH 2 OH, -N0 2 , 
-CN, -C(0)OH, -O-lower alkylVC(0)OCH 3 , -C(0)NH 2 , -OCH 2 C(0)NH 2 , -NH 2 , -N(CH 3 ) 2 , 
-CH 2 N(CH 3 ) 2 , -S0 2 NH 2 , -OCHF 2 N^f 3 and -OCF 3 , 



or B is 



i 
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wherein RV to R 19 are as defined in claim 1 . 

32. A compound according to claim 31 , wherein R 10 and R 11 independently are hydrogen, 
lower alkyl, halogVi, -OCF 3 , -OCHF 2 , -CF 3 or -N0 2 , R 12 and R 13 independently are hydrogen, 
hydroxy or lower alkyl, R 14 to R 18 independently are hydrogen, lower alkyl, halogen, -OCF 3) 
-OCHF 2 , -CF 3 or -NOAand R 19 is hydrogen or lower alkyl. 



33. A compound according rtp claim 32, wherein B is hydrogen, -CF 3 , lower alkyl, cycloalkyl, 

I 

ii :i \ t ^ H 




OH 



34. A compound according to claim 33, wherein B is\CF 3 or lower alkyl. 



jf\ 20 w h e r ei n M, - B and - R 14 are as defin p d in anynnp r rf the c l a i ms 26 to 35 r 
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184 







CI 



/f 



10 




5 wherein L is -S(CH 2 ) n -, -S(0)(CH 2 ) n - o\S(0) 2 (CH 2 ) n -^ao44vAr M and B a ^-as^efiftecUD 
-aftyene^fttTC- ct a i m s- 1 or 2 44e-35~ 



38. A compound according to claim 36 or 37, wherein M is a valence bond and B is -CF 3 or 
lower alkyl. 

39. A compound accordingNto claim 36 or 37, wherein M is -NR 9 -, wherein R 9 is hydrogen or 
lower alkyl and B is lower alkyl or 



, wherein R 14 is hydrogen, lower alkyl, halogen, -OCF 3 , -OCHF 2 , -CF 3 or -N0 2 . 



15 40. A compound according to anyone of the claims 1 to 39 characterised by having a mo- 
lecular weight of up to 1000, preferably of upsto 600. 

41 . A compound according to anyone of the claim£|1 to 40 characterised by having an EC 50 
value as determined by method 1 or 2 according to example 172 of less than 25 jaM, preferably 

20 of less than 1 0 |nM and more preferred of less than 2 

42. A non-peptide GLP-1 agonist which activates the hum^i GLP-1 receptor. 

43. A non-peptide GLP-1 agonist according to claim 42 which Activates the human GLP-1 
25 receptor without competing with GLP-1 in a competition binding assay. 



44. A non-peptide agonist according to claim 42 or 43 which in a competition binding assay 
potentiates the binding of GLP-1 to the human GLP-1 receptor. 
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45. A non-peptide GLP-1 agonist according to anyone of the claims 42 to 44 which stabilises 
an active confirmation of the human GLP-1 that is different from the one(s) which GLP-1 
stabilises. 

5 46. A non-peptide agonist according to anyone of the claims 42 to 45 which is a full agonist. 



47. A non-peptide agonist according to anyone of the claims 42 to 45 which is a partial agonist 
having an of less than\00%, preferably of less than 90%, more preferably of less than 
80%, and even more preferably in the range of 35 to 75% of that of GLP-1 as determined by 
method 1 or 2 according to exarWile 172. 
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48. A non-peptide agonist accordin 
fold selectivity towards the human GL 
and/or the human GIP receptor. 



anyone of the claims 42 to 47 which has at least a 10 
^ receptor compared to the human glucagon receptor 



49. A non-peptide GLP-1 agonist according toWiyone of the claims 42 to 48 where the 
agonistic effect mediated by the non-peptide GLR^-1 agonist can be antagonised by a GLP-1 
antagonist. 

20 50. A non-peptide GLP-1 agonist according to claim 49\vhere the agonistic effect mediated by 
the non-peptide GLP-1 agonist can be antagonised by 6-(^5-dichlorobenzyl)-1-hydroxy-2-[2- 
(4-morpholinyl)ethyl]-1,6-dihydropyrrolo[3',4',5,6]pyrido[3,4\]indol-3(2H)-one. 



25 



51 . A compound according to anyone of the claims 1 to 50 for u\e as a medicament. 



52. A pharmaceutical composition comprising, as an active ingredient, at least one com- 

C It*, i ^\ 

pound according to aoyofle- nUhfi - ela f mo 1 to 50 together with one or more pharmaceutical^ 



acceptable carriers or excipients. 



30 
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53. A pharmaceutical composition according to claim.52 in unit dosage form, comprising 
from about 0.05 mg to about 1000 mg, preferably from^about 0.1 mg to about 500 mg and 
especially preferred from about 0.5 mg to about 200 mg of the compound a cGord i n §-te-af*y- 
■ Q ft e of th e G l a i n a s 1 to 50. \ 
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54. Use of a\compound according to anyone of the claims 1 to 50 for the preparation of a 
medicament for the treatment and/or prevention of disorders or diseases wherein an activa- 
tion of the humen GLP-1 receptor is beneficial. 



5 55. Use of a compound according to anyone of the claims 1 to 50 for the preparation of a 
medicament for theNtreatment and/or prevention of a metabolic disorder wherein an activa- 
tion of the human GLP-1 receptor is beneficial. 

56. Use of a compound Recording to anyone of the claims 1 to 50 for the preparation of a 
10 medicament for the treatment and/or prevention of IGT. 

57. Use of a compound according to anyone of the claims 1 to 50 for the preparation of a 
medicament for the treatment Vid/or prevention of Type 2 diabetes. 

15 58. Use according to claim 57 for Vie preparation of a medicament for the delaying or pre- 
vention of the progression from IGTsto Type 2 diabetes. 

59. Use according to claim 57 for the preparation of a medicament for the delaying or pre- 
vention of the progression from non-insu^pequiring Type 2 diabetes to insulin requiring 

20 Type 2 diabetes. /\ 

60. Use of a compound according to anyone G>f the claims 1 to 50 for the preparation of a 
medicament for the treatment and/or prevention^ of Type 1 diabetes. 

25 61 . Use according to anyone of the claims 54 to 60Jn a regimen which additionally com- 
prises treatment with another antidiabetic. \ 

62. Use of a compound according to anyone of the claims 1 to 50 for the preparation of a 
medicament for the treatment and/or prevention of obesity. 

30 \ 

63. Use of a compound according to anyone of the claims 1 to 50 for the preparation of a 
medicament for the treatment and/or prevention of obesity in avregimen which additionally 
comprises treatment with another antiobesity agent. \ 
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64. Use of a compound according 
medicament for the treatment and/< 
diture disorder. 




nyone of the claims 1 to 50 for the preparation of a 
revention of an appetite regulation or energy expen- 



6 



5 65. A method for the treatmenrand/or prevention of disorders or diseases wherein an acti- 

. f vation of the human GLP-1 receptors beneficial the method comprising administering to a 

rbTipL subject in need thereof an effective amountof a compound according to anyone of th e 

. ClcJfc ' „ „ 

? i t i or\e 



-eteiffls- 1 t o OO ot a phafma c e urt ieal-eo mpo3 i t i oi\accord i ng to c tem - n- 52 o r OS . 



ip 66. The method accordincj^to claim 65 wherein the effective amount of the compound is in 
& ft the range of from about 0.05 m^to about 2000 mg, preferably from about 0.1 mg to about 
Gfi^y 1000 mg and especially preferred fronrkabout 0.5 mg to about 500 mg per day. 
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